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[fc8] 

R R' N-(CH I )n — NH 

aSVU*. R*«**<>>i:lu R\|*. ft*ftl~8TiH» 
«*#LTt»J:V*T;l'tfy>fA*. ftJBftl~8T4H« 
«**LTtJ:vvNnT/u*y-f/HS. «JW1 — l 2 
r^s>-tf>^(LhMoy>, -hofcsufctxM^ftft. 
SS-WLTtlv^x^TA-^y-fA^I. ft*Rl~ 

BSHSt^TLTt J:H7i/=lfyTA'*/'fWI. ft* 
ft 1 ~8TiH*««:*rLT t «t k vr/io *S^l>;ff^ 
ft. *3Wl~8V#*«**LTCiVv>oT;U=i* 
iofr/l'Jlf.i^ft. fc&^±ft*ftl~l 2T'<^'-e>'ft 

*. n»i2*»£l 2<0Mft***\ 

Hfc9] 

R R'N*-(CH s )n— NH 0 



CI 



3tVUI«t». R*t*«<0i:*. R'tt. iWSftl~8T# 
•SaS-WLTfcJrWNnr^y^/m. ft«ftl~l 
ftft«^LTfcJ:VV7x.=7PT;l';{ryMA*. ftftftl 

«ftl -8T4«««r^rLTt> J:^r;t-3*^U^n 
>m« ««ai~8T4H«««:*LTfcikv>orA'a 
43"*Jl4C=jt«. Uiftftft 1 — 1 2T"*>"tf>' 

n»i2*»<J>l 2<0fflR£ijr$\ 
IfWJOtfiaSrftgj} 
[0001 J 



10002] 

txrujt^-mnpmtffihtixti') , *<0ft. *gft* 

«8L Tl//Wy <r= • ft*) PUVA 
10 *fc«»Ttt*<. WCA^o-f H>M8Htt. OftftttA 

v>«tfiaaiscj:«jsrj>^«i • • «c • 

2L rhtr-tEftft«ififtO*l«ltt^T-o^ K*»^-f 

27 [swle 16] 597-602. 1 995. 
?4>. BUK&S. 2 7 [nipple 16] 6 03-6 0 9. 
199 5). Tht-ttftftftft«Ci3^TU. Th 1 
•NA«/t-«ftfcTh 2^/t-i6w^yA«WB 
tlctoVT h 2MRflM2<OttSfc:* 0. Th immh>t> 

«M h*>f vco«ttJft*ottft. JHHtVaftftMBa 
*M**ftL«ft*gSBS#i* fcv>*«# 
W*fc2r->Tv**. *->T. Th 2flBSffi*JMtt-« 

*». *<f. 3»«^^^ftTftJST**IS»*<»4rft 

[0003] — RtC, *ftJ$*Uib KOftftttjEKfrft 
fcft-Wttfc 4 ~8ftB»tft±fc=5r 024-4 
8l*n»**W&ftftRJ&6*£t*. ftft*aB$9K& 

W*ftttTWWF-ft»OOTfc«ft>5[W«*«&* t 
JfiftSilTW&. ftJ6fiBUBO>^=XAUt*^><^ 
"Cfcofc**. 4-HTttl sE-B*MMWr*ia 

ate phase reaction of the type I a.1 lerxyTJfc D . T 
h 2*srt^t-«B • W*»r>T^* fc*£4, 

*i*l:-?t:«ro3t (J««ea». BfRftft. 27 <5) . 

564-574. 1 995) . i^idfc. TMT-tt 

40 «ftr*0. WffiEJt*W«.*JO=XA<,*-Ttt* 
^fcft* »CK»ftft*»^^5^^ 
* x-^-fflBBWJH^HHikflJ, ft«tXift£MBi9fl 
«WWO»«f^r«JMb>cp-H)-T*i . -Mil**. 
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V[4. 5-c] */'J>-4-TS>' ('fS^tK) 
*tt»6fcLTV><o>Wai*>*l.TV>* (BtfWHWBl 4 5 
3409. *S»33«84 68 9 3 389. *flB»MB4 
6983489. *SBMtt84 9 29 6 24#. R#<& 
IHB3856309. *a»*WI534 6 90 59 

tt»W¥3-2 64 5 6 2#t=W*$*rO***». #K 
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£**>U mill *»6 9 nl!2K12^« 
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[0 0 10] (3) TE*IIT*S*t**l<OTSH» 
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x*— (oy.-cowi- (ayn— w-^ 
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* [00 17] 
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H,N- (CH,)n— N— ^ 
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[00 181*111*. nii23&»^l 2<0»ft»^r. 
[0019] (6) T£j*IV-c«3*U.3*l*>T$ KR 

[0020] 
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[00 12] «II«t». X'tiAoyvK^SrHijU, m 
ttia»£9<0ffl(tfc. ntt2*»4>l 2<0fflS^5rf. 
[00 13] <4)TE3SlI , T*S*t*3$Itf>rSKa 
#<*££^*Jfc**0^ft+HH*T**. 40 
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[ftl 2] 
H,C=CHC0NH- (CH,)n — N — ^ 
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1 Tn 
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n Nnan 

[0024] 5SV+. R#*3W>i;$. R'tt. 




< 

7 

~8T4H»«*#LTiJ:^TA'j&V>OU*. ttXftl 

2TO-fcf>'aLb'*oy>\ xhnJiiUti* 
LT t J: V 1 7 x =&TlMt / 4 

li* h*>«IUI«r* LT t J: VV7 x S*VTM» J 4 

#*Rl~8T*HB«£WLTLJ:vv<» 
oT/Wa^^tf^/l*. **mil**Rl~l 2T 

«TLT %>t^7 *->VTlVa*i,*m,#=.tV&Zjii 

■T. ifc. R. R'tf-otiotADyy. -hot, 
&«r*t* h*^MItt£tf LTt,J:v*3r#aaH*>f 5 H 
t&fSL-rb. nli2*»6l 2«»»S:*"*\ 
[00 2 5] <8) HeSCVl"C^S*t*SCl<0TSK8l 

[0026] 

[fcl 6] 

R R' N - (CH,)n — N — ^ 

[00 27] s«VI*. R****Ofc&. R'tt. j&Rft 
l~8T**H*«£irLTt,.fck*T/toJr./MA<*. 

JRRl — l 2T^V-trvaLl:/\Dyy. -hoJiivXi 

£, SSWtl— 1 2T^.>'-fcfvaLh^ny>'. "ho* 
iWi^ N#i'»a«*irLTiJ:V>7xy*s'TA-* 

*^#/W:tCxA*. *JI«tl-8T4HB«*WLTt»J: 

2TVO"tf>'aLk.Moy>'. ^hoAft^J^h^^a 
!•*«• IT LT t J: v \y x — /UTA'Zt* isfriufczArm i 
Trrt. irt:, R. R'*« — 3C3r-»T'\oy>\ xho 
*>*i.Mx* h*^S»£*WLTt»J:k>3f#fli8WU S 
h'«B*ti. n«2*»4»l 2<0Kft6-^r<-. 
tQO 28] (9) T&jft/UTjpZtllsZHnTS. FM 

[0029] 
[<tl7] 

R R'W-(CHj)n — NH 

[00 30]5SVIItK R#**<0fc&. R Ji. ftXB 

l-8T»««$-^rLTt.J:V»T/^y>f;WE. #*» 
1— STiMjaHS-^TLTtivWNor^y-f/t*. JK 
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* F*>*ltt£*LTi±^7xX/l,r*av<ra, 
2T*^-tf>«±/M5y;^ zho* 

HWWl-8T#««Sr*LTtJ:v»r^3 
^tf/t^x/i*. JWRftl^ST^bHS-lfLTtJ: 

2T-S.>"trvaU:-'M3y>', ^.hoJbi^i^ Mr*** 
8H5£* LT t» J: V »7 x^./PT/P3+^/|^^-;l^£5 r 
SrT. xfc. R« R**«— oWr-jTAoyy. zho 
ft«t4±* h*v«***«-LTtJ:t>5f»iaBtt>f = 

[003 1] ( 1 0) TE^VIIITSTS^iJCI^TS 

[0032] 
[ftl8] 

R R'N-(CH t >n— m Q 

ox-- - 

[00331SVIIJ+. Rtf**<7>i:&, R'li, ** 
ai-ST^HWiSr^LTtJtv^r/^y-f/HI. HSR 

* 1 ~8T<HWB«:irLT t J: w>or^ y >f >m. 
2T'^y-bf>-aU:/M3y>-. xho&in 

Jij< h^aiuiswLTt ii^x^TPr/p^y-f/p 

*«ft 1~1 2T^V-fcf^«Lh/Noy>'. zhDft 

* mi* f * >««ai«r*rLT fe «fc n 7 x ^ * ^r;u* 

-''OU*. «JWtl~8T4H«««:«-LTt.J:^TiU3 
30 **Rl--8T#*«£*LT<»J: 

2TO"fcf>aLb>\Dy>\ ZboJim^ F^K 
IM6fc*f LT t iv*7 xi^Trt'a**'*^^ 
S^. R. R'# — olwSroT'Noyv, zf-n 
*&^i* h*>-««*tWLTt.J:v»3?#^8tt'f S 
H£-»^i. nUt2*w»l 2«DfflR$-jj*?\ 
[00 34] *V. «VI, SCVHfc:i5»tiR. Ft'iiTS 

ya^o»i»rft'). ewtcii. r-t-f-ii/. tv*;*- 

40 h^r^/Wdix/K iso-7h*^;u#-^ tert- 
[ 0 0 3 5 ] *l<»te&tor)Wmstl£2t®L ? htSHiM 

*fcLTtt. mm. am. 

BL S5». ^A^K. ^^^ypjftvK. p-h/v-x 
[0036] 
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5¥9mmi.9ti.atSLTnXmtXW8ttiZtV * [0037] 
° • i r N-aspn— m 9 
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[0038] xa (1 ) tciHvc, a«Mrr**3Cix 40* [0039] xa (2) kjsvvc. ^MtfWMeeoai 



»0, ^rUXA^)*tt (Chea.Ber.. 1918.51.1500) 5? 

yvTSXWEyTSyiRWlEtdMakO^tS (Synth. Co 
■un.. 1990. 20.2559. J.Med. Chea. .1988.31. 89B. J.Dr 
*. Che*.. 1981, 46. 2455. J. Aaer.Chea.Soc. ,1941,63.852 
*) fclloT^f 2>Cfc*«T*t. SCIXfciCX«)ft^ 



[0040] XS (3) tcfcvvt. #yutrX£-&*l*b 
[0 04 1 ] XH (4 ) KJS^T. sSVI*>fc£»*>T5 



(7) 



1 1 

tert- Th^-si] )V#.—1V ( Bo c ) <r>*t&\$X^tcf6 

<z) ff^wntAcx-smiMiRtizttzx^r 
[0042] is (5) ti&i»vc, mzttrntpoi; 

[004 3] IS (6) fcasvvc, 3f-|.^u_^ (ft 

[0044] IS (7) fCttWC. JWMg*J:*>*iHt: 
/x?s;^Atttfc:^/P^il (*«L<tt. *») * 

[004 5] IS (8) ££Wt. 3»II0Xb^4bf-/\ 
DTiU^vUt t t>fc*S=4r«HC (fcfc itf . N, N- 

94 Has**) r»«-$**£fct:jioTJCii<ofl:^% 

[004 6] IS (9) *C*JVVC« SWI<Ofl;£*Ki4Hsi 

hrtXV. ^i/UV, N.N-S^Xf*/ 
sfc/t-ATSF. *fS-A; x*y-yk n-ynw 

-/k yro/ty-zp** ) 'Ptmthzttzi-yx 

SX (fcfcitf. «BWc*^hy^. *aft*y>A. 
[0047] *»9!<oaeiT*$<l*7*S KBNMMUf 

*L *X*/m. »3W, mm*. KSM. H 

^■SffUiHi. fflttflj. flAJH. j*UUR. 

*y^£^Lo zmmzm^hzbtfr**. ma 

WfcLTtt. R#*J. iWOH. Hww, 

«. AIM*. £MN. KS«J. fl.il3W, *ff 

snr9, mmazfifiwfktih. 

[0048] *Wt4WLV*<r)mtmtt. Bt V 
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[0049] JCi^K^iavf-oiwinaHi. mm 

HUM*. tXJMF, *B5r £fC*j-»T*> £ ^ t ***** 
3*1*. 
[0050] 

T 1 -^!. I MWiB*#5KI R-8 10J 

H-NMRW MM* V«ri«n thity 400 MB Affwro 

[0051] (JBtMl) 

4- T3- t K^VA,** ts-htM^T * y> TpP 
A^Tgyl -2-»nn-3-xKD»yiiv^ 

2.4-y^oo-3-xho#yy>'0.i 9« (0. 
7 68bb!) JUTN- ( A-^Xrt' ) - 
l,3-7D/tyy7S>'0.16g (0.768M1) 
2D thUx^/PTSVSBUf. 70"Ctett»L.Tl*«B! 
#Lfc. hUx^TS^tliET«*tfclfc. WtX 

^xzssru *&. eat (M« so.) »«t 

7 -r ~<=«l„ n -^-9-V-iWxf-iP ( 2 : 1 v/ 
v> #ajS»iCj:9. 4- [3- COtiM***** 

ho*/"jy0.27g (0.65 l-ol) 
Ur#fc. Zeoh<mftXtt7-?l±£!T<om*)Tb 

i. 

30 [0052] »H-NMR (CDC la) 9 (ppm) : 1. 
79 (2H.m) . 3.35 (4H,m) . 5.02 (1 
H.br) . 5.18 (2H.s) . 7.15 (lH.b 
r) . 7.3 7 (5H.m) .7.57 (lH,t.J = 8. 
0Hz) . 7.73 (1H. t. J = 7.8Hz) . 7.90 
(lH,d,J«8.4Hz) . 8.21 (lH.d.J-8. 
0Hz) 

[0053] (»tA2) 

40 4 - [ 3 - (^yiSlUtt isijfoitZLjfcT S J ) Tot: 
A'TS/] -2-^an-3-~ ho^fy to-o. 2 7 

g {o.65i»D A>io*iizmmi>, m 

*H1«1&WR»0.2 2r (0.390M91) frJoiJB 

aT2 mawf »&«»tt«uaMc«^ h y <7a 

« ( N at SO« ) ft, MSfrKETSSLfc. 

y^yA-*5A^o-eh^?7-<-fc:ftL, ^oajn*. 
A-^-/K300: lv/v) *iBM3.fcj:0. 3 
-TS^-4- [3- CO>->-ns**->fi/Utf-frT S. 

so y) roe/prsy] 1 2g 
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1 4 



(0.31 2-ol ) fr«*ft«*t z<nh<n 

[0054] 'H-NMR (CDC Is) 8 (P»») : 1- 
76 (2H.m) . 3.30 (2H.m) . 3.42 (2 
H.q,J=6.3Hz> . 4.21 (2H.bs) . 4.44 
(lH.br) . 4.92 (lH.br) . 5.16 (2 
H.s) . 7.30-7.39 (5H,m) . 7.46 (2 
H.m) . 7.89 (2H.m) 
[0055] (9EftM3) 

tl-i-»DP -lH-^Sy/F^ «?-c1*/ 
3 _ r£ /-4- [3- (O^A'**^*'*-^ 

sy) rne^rsy] -2-^oo#/y>'0.i2 

8 (0.31 2-ol) 

5 2.1 (3.12-01 ) «Bi.« 100t:tCWRUT3. 
5*SHIM#U:. EJ6»*i*ffT»»L.T. 1- [3- 

CO'i?A'**i/*/HK=A'rsy) rot*'] -4- 
?DD-lH->( 54^/ [4.5-c] df-yU^O.12 
8 (0.304-ol) fcScWSflWcfc L-T#fc. £»4» » 

[0056] 'H-NMR (CDC 1») 8 (p— ) : 2. 
24 (2H.m) . 3.36 ( 2H.q. J=6.4Hz) . 
4.67 (2H.t.J = 7.0lfe) . 4.95 (lH.b 
r) . 5.14 (2H.s) . 7.31-7.39 (5H. 
m) . 7.62 (lH.t. J = 7.8Hz) . 7.71 (1 
H.t.J=7.8Hz) . 8.0 9 (lH.s) . 8. 1 3 

(lH.d. J=8.4Rz) . 8.21 (lH.d.J-8. 
4 Hz) 

[0057] (5SItH4) » 
1 - ( 3-rs /yp^) -4— 70P- 1 H-^f 3 

^/r4.5- ri*yjy-WM<^it 

l - [3- ( ~s>\s**c zst)fis&—i\s~r 5 y ) rot: 

A>] -4-?OD-lH-' (5*V[4.5-c] 
'JfO. 1 28 (0. 3 04—oD tcJM&KS-lflft [3 

3%] 3«ntaii.. siaTi.5BnaiattfL.Jt. sb» 
fcttffrawu ««t= i n -*»fc-r f y 

2ktf*«WctftIi^ao^n'AT , 5lliaait^:. *&* 
(NaiSOO tt*«*KET«*U «a«r^y*^ 

3 2*SS! ( 1 2 : 6 : 1 v/v) »aSB#t: 
J:0. 1- (3-TSyroeA-) -4-^no-lH 

-- (srv [4.5-c] ^yyy-iiaaa6o«(o. 

187ool) fcgHMSIBffci: LT»fc. -^t<^^M£ 
Wf- ^ttfilToa 0 T* * . 
[00 58l I H-NMR(CD3OD) * (p—) : 1. 
94 (3 H.s) . 2.3 9 (2H.m) . 3-12(2 
H.t. J=7.8Hz) . 4.82 (2H.t.J=7.2H 
z) . 7.70 (2H.m) . 7.97 (lH.d.J-8. 
OBz) . 8.27 ( 1 H.d. J=8.0Hz) . 8.41 50 



(lH.s) 

[0059] (&ms) 

} - ( *-T5 s- mt?n,\ - 1 H-4 syy T4. 5 

1- o-rsyTtatTrt') -4 -?no- 1 H-4 S 
^y*[4.5-c]#yy^lWH86 0«(0.187 

Mi) imsmasasvizTj^ **y-,»n o«ia# 

O-TSymtTA') - 1 H->f =rV [4.5- 
c] #yyy-4-TS>'l lag (0.04 5 5— ol) 
*86Mffi»tt8&ft (mp : 24 3-24 5X: (#*) ) 

tit. 

[0060] IR (KBr)cr' : 3320. 317 
0. 1650 

■ H-NMR (DMSO-ds) 8 (PP«) : 1.93 (2 

H. m) . 2.57 (2H.t,J = 6.6lfe) . 4.64 
(2H.t,J=»7.0Hx) . 6.55 (2H.s) . 7.2 
6 (lH.t. J = 7.2te) . 7.44 (lH.t.J- 
7.4Hz) . 7.62 ( 1 H.d. J =8. 01b) . 8. 1 2 
(lH.d, J=8.0Hz) . 8.19 (lH.s) 
[0061] («t«6) 

4- r^- ( t^-rt- -ryzcis-h h>*^lii-t $ j\ tpk 

IVT = y 1 -2-»OD-3-=KO*/ 'J^^lt 
2.4-^DO-3--hOt/yy0.59g (2. 
4 1— ol) Jlt^N- (tert-7>=* A-) - 

I. 3-TD^vy7Sy0.42g (2.41— ol) fr 

hyxf-^rsvi o«i«f. 7 0t:WttRLti. 5«* 
HMBfLfc. JSHEThyxf-rt'TSVfcSatU 
aHk**-UVlcS»U *&.<«»( Nat S Cm) ft« 
EETaWL-Jt. JSaEt^^y-AThy-f-aW-hUT 
4- [3 - ( tert- is/jJUX-frT S. 

y ) 7"otr;PT5y] -2-^oo-3-— ho#yy 

V0.6 18 (1.6 0-oD 5r«&tSa(mp : 159 

-l 6 ir) t Lxntz. i<ot<o<o»it^o«i7 f -^« 

[0062] IR (KBr)cr' : 3310. 168 
0. 1580 

iH-NMR(CDCh) 8 (f>fm) : 1.5 0 (9H. 
s) . 1.77 (2H.m) . 3.27 (2H.q.J = 6. 
1Hz) . 3.36 (2H.q.J=6.0Hz) . 4.82 

(lH.br) . 7.37 (lH.br) . 7.55 (1 
H.t.J = 7.8Hz) . 7.7 2 ( lH.t.J=7.7H 
z) . 7.8 9 ( lH.d, J=8.2Hz) . 8.27 (1 
H.d.J = 84te) 

[0063] imM7) 



<9) 



1 5 

4- [3- (l*rt-7b*is/;}U#-n,T$S) Tat: 

g (0.70-ol) £x*y-/P7MlCSJWU »w 
f [113 • 2*IW*0.5 5g (2.4 5aol) «riDi 1 

c*»t. ?nn*ju&T2Btt8iu (*«*) . 

K& ( N a, SOi ) a. «ET**£»2;Lfc. »** 
^-IMfJtf-^ ( 1 : lv/v) fciBStffcJ: 0.3- 

rsy-4 - T3 - (tert-rh*^/urtf=./wrs 
y> - 2-?on*y y yo. 1 5g 

(0.4 2 8»ol) Sr&ftfel&Afc LT»Jt. £<Dt,*> 

10 0 64] 'H-NMR (CDC li) 8 (pp») : 1. 
49 (9H.s) . 1.7 3 (2H.m) . 3.29 (2 
H, t . J =6. 2Hz) , 3.35 (2H.q. J = 6.0H 
z) . 4.28 (2H.bs) . 4.60 (lH.br) . 
4.75 (lH.br) . 7.4 4 (2H.m) .7.87 

(lH.d, J=7.6Hz) . 7.94 (lH.d.J = 7. 
6 Hz) 

[0065] (9HtM8) 

i - r 3 - jt r t --r K» i/^/wdf^/pr 5 y ) -r 



1 6 
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-4--7QO- 1 H-W g-rV T4. 5-c 1 
3-757-4- [3- (tert-ri^s^MtX/PT 

sy) me^rsy] -2-^oo^yy^o. l 5 

g ( 0 . 4 2 8-ol ) C h yx*-/l/*;P rsft/W.*- r 0 . 
3 6.1 ( 2. 1 4«— ol ) ttatX. 1 0 0TrC2ftS)3 
fefcr8 0Xrci*«ffLfe. a5ffl^*^«ETWt 
U »*Ss^y^yA'*9A^DVh^ , 57^— Cft 
U ?OD*A-i->^/- /v (150: 1-100 : 

lv/v) 8Ji»»-fc:J:0. l- [3 - (tert-rMfx 

S^/[4.5-c]+yyy0.14g (0.388mi 
1) SrStyB* (mp : 15 5—1 5 6*C) LT» 

[0066] IR(KBr)cr':3380. 168 
0. 1520 

'H-NMR (CDC Is) * (pp.) : 1.4 7 (9H. 
s). 2.22 (2H.m). 3.30 (2H.q.J=6. 
4Hz) . 4.68 (2H. t. J=7.2Hz) . 4.7 (1 
H.br) . 7.6 6 ( 1 H. t. J =7. 6Hz) . 7.7 2 
(lH.t.J=7.6Rz) . 8.09 (1 H.s) . 8.1 
6 (lH.d.J = 8.4Hz) . 8.2 1 (lH.d.J- 
8.4Hz) 

10067] (91SW9) 

1- ( ^-TSyyo^i -4-ypp-i u-j § 

l- [3- (wt-rh^sofr/Ptfri/PTsy) rotr 



A,] -4-^OQ-l H-- f SrV[4.5-c] *J 

y>5 0« (0. 1 3 9—31) tmtt+uysmiizm 

ML. h!/7A<*Z3lMt0.1 lml (1.39m1) trM 

i N-*««7-Ky>A*»aitfaof«B**iBi. 

^no*^AT5HttiUL. «tt(NaiSOi) »«E 
T«BL*r. aatS-yxf-A-x— rA- imte*+u*>k 

4**ti) ThV+*l^hLT9iiiM*rnU 1- 
(3-75/70^) -4-^DO-lH — f S^V 

10 [4. 5-c]+yy^l4« (0. 0536—oD tfi 

[0068] IR (KBr)cr' : 3400. 159 
0. 1510 

'H-NMR (CDC ls+CDsOD) 0 (ppa) : 2. 

06 (2H.m) . 2.72 (2H.t. J=6.8Hz) . 

2.98 (2H.br) . 4.64 (2H.t.J=7.0H 

*) . 7.57 (lH.t. J = 7.6Hz) . 7.61 (1 

H.t,J = 7.6Hz) . 8.03 ( lHs) . 8.0 5 

20 (lH.d.J-8.0Hz) . 8.1 1 (lH.d. J-8. 
0Hz) 

[0069] («M10) 

l-(3-7S/7Dett>)-iH-^g^/r^ g 

1- (3-7S/7DW) -4-^DD-l H-*f S 
*V[4.5-c] *yy>-14«g (0.0 5 36— ol) 
fcWQJHlliJLitCAil.. XrS—ASml&lS&WTm 
^T>^-T3mlt:lBt. 1 5 OrCiflRLT 1 
Ufc. RJS*€r*IEF»«L. Btttc 1 N-*SHt-rh 

30 u^*»ao.3«itjai«aa»ii-»»KUT. 1- 

(3-7S/70t*) -1H — f SrV [4.5- 
c] *SV>-4-T$>'&mt (0.033 1— ol> £ 
£Ofc*X*Mltti. 3Gt«5<Oft^tefc-ftL. 

[0070] (XJtfll 1) 

4 -<V^T$ /-1-r3-(tert -tTK*^ 

5-cl 

1 - [3- ( tert- 7" h*r~>*}J\,7ii=jUT 5 ./ > rot 
40 7H -4-?DD-lH- f S^V [4.5-c] *S 
'J>3 0m* (0.08 31— ol) fO-j/^TSyiil 

i 5o-ccaofsur3i*Bi«WLfc. aura 

i«^f-u^r2H»aiL^. «am*ttsutttt*x 
7-hy^*j8irc*»u. w»(Na»so«)«. * 

7974 — fcrftu ^ooijtn'A-^^y— ^ ( i 5 
0 : 1 v/v) SasBiHcfc t) . 4 -^i^TS y- 1 
- [3- ( tert- r h dp i/*r/l,X=Jt,T S / ) TtJtT 
50 4,] -1H- f S^/ [4.5-c] *yy>3 5« 
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(0.081 i-oi) Sraett*^* 1 1 Z lm " 1 l 

2. 5-c) fcUTWfc. Z<r>h<rxr> J rt^ff^rr-^^ 

[0071] lR(KBr)cr>:3330. 170 
0.1 590.1 540 

iH-NMR (CDC 13) S (ttm) : 1-46 (9H. 
s) . 2.18 (2H.m) . 3.25 (2H.m) . 4. 
57 (2H.t.J=7.0te) . 4.64 UH.b 
r) 4.95 (2H. d. J = 5.2te) . 6.05 
(IH.br). 7.26-7.36 (4H «) ; 7.4 
7 (2H.d.J = 7.6te) . 7.51 (lH.t.J- 
7.6 Hz). 7.82 (IH.s). 7.92 (2H.t.J 

-8.0Hz) 

100721 (WI12) ^ jMtA q 

#*#=ji,t s y ) roe/H - 1 h-4 c 4 . 

5 -c]^yU>'30«(0.06 9 5««>l) **K3- 

tin* i ajasaau*. fiUBat«au«ET»ff* 

(6:3: lv/v) jwsww: 0BWW>»«***- 
-iH-fsrvC4.5-e]4fyuy-4-r 

gy7 V (o.0 290mo1) S:fiH8fe!B*fc UT# 

[00731 (fO«S13> 

T g yl -2-»oo-V-" h n ^ y " y ^ 
2.4-^OO-3--hO4fyy>'0.72g (2. 

97«ol)&tfN- (tert-rh^v*^-'*') ~ 
14 _ i ,- T = y7'^V0.5 6g (2. 97-oD *h 
•JX-f-TWrS^l 2al4>. 7 CCtdBBRLT 1 • 5«WI 

U (MgSO.)tt. *ETS*S:e*L 

fc. »»S-n -Mfy-yxtW-t* ( 1 : 1 v ' 
v/rhyf-a^M-TJ'KU. 4- [4- (te r 
t-yj.df.i^/ftf-^TSy ) ^/wrsy] -2- 
?OO-3-ihDV^0.9 7g (2.46-oi) 
*Rft»*(mp : 125~1 26.5X;) t LTt* 

[00741 1 R (KBr ) «-> : 3 340. 328 
0, 1 680. 1 540. 1520 
• H-NMR (CDCIi) f (PP«) : 1-4 6 (9H. 
s) . 1.63 (2H.m) , 1.78 (2H.m) . 3. 
1 9 (2H.q.J=6.4Hz) . 3.47 (2H.q.J = 
6. 1Hz) . 4.68 ( IH.br) . 6.4 1 ( 1 H.b 



r) . 7.52 ( lH.t. J-7.7Hz) . 7.74 (1 
H.t.J-7.8ttz) . 7.91 (lH.d.J-8.4H 
z) . 8.1 1 (lH.d.J=8.4Hz) 
[00751 (SQt«14) 

4- [4- ( tert- 7> * •stifrX-fl'T S y ) 
T = y] -2-?DD-3-->nV^0.5« 
(1.2 7«oD SX^-ZH 3«HC*WU fiitf 
10 ftil] • 2#»1.0l (4.4 3-dD 

Bafloatfc. Bus«*2N-rv*=.r*K:A«t. 
^oo*^T2ni«iaiL. m (*«*) . «5» <n 

a,SO«) f*. *ET«*5r«*Ui. a**^** 

Mxf-* ( 2 : 1 v/v) MHHcJ: 9 Btt****>. 
jMff£ft S'X-J-rt'X— rJl'T h »J -f-* U— h LT . 3 
_ T5 y_ 4 _ [4- ( bert- f Y^H^-^T 5 
/) ^f-/wrs^] - 2-?oo*/Uy0.12f 
(0.3 2 9-oU *«feiSfifcLt»*:. C«t»«MO 

[00761 IB (KBr)cr' : 3270. 168 
O. 1540. 760 

■ H-NMR (CDC I3) if (pp«) :1.44(9H. 
s) . 1.64 (4H.m) .3.17 (2H,q.J=6. 
OHz) . 3.27 (2H.t, J = 6.6Hz) . 3.89 
(IH.br) . 4.1 5 (2H.bs) . 4.59 (1 
H.br) . 7.4 7 (2H.m) . 7.7 7 ( lH.d.J 
= 7.6Hz) . 7.89 (lH.d.J=7.2Hz) 
[00771 (5QtW15) 
30 1 - fA- (tert -^K^^^Xrt/Tg /) rf- 
^ -^-^nn-IH-^ ^f^ 5- C l*y 
') ^<ry£& 

3 _ rS y-4- [4- ( tert- 7> * i'* )V-X=J\sT 
5/) W7s/1 -2-^no#/'Jy0.14« 
(0-3 84»»l) Ch'JXf-;U*A'h*^>-)*0.3 

2«i ( 1 . 9 2-01 ) fcirai. 1 0 ox;c»«sl-c 1* 

^ y-rt/ (15 0: 1-1 00: lv/v) »SlB*tii 
40 13. 1- [4- (iert--rh*^^5K-*'7 > S/) 7* 
-4-^OO-lH- fS*V[4.5-c]*J 
yyyo. 1 28 (0.32 i»D Sr899€i®* < m 
P : 1 4 8— 1 5 OX!) tfC»fc. w^fcWOfl-** 

[00781 IR (KBr)cr' : 1 695. 1510 
'H-NMR (CDC h) 8 (pp«) :1.42(9H. 
s) . 1.62 (2H.m) . 2.06 (2H.ra) . 3. 
21 (2H.q.J = 6.4Hz) . 4.58 (lH.b 
r) . 4.65 (2H.t.J=7.4llz) . 7.66 (1 
50 H.t.J = 7.2lfc) . 7.72 ( 1 H. t.J -7.6H 
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z) . 8.02 (lH.s) , 8.13 (lH.d.J-8. 
4Hz) . 8.21 (lH.d. J -8. 2 Hz) 
[0079] (XHH16) 

i- u-rs/rf-fr? - 4 -^o 0 - 1H ->f 

1- [4- (ta±-7b*is#iU#=J^T $ S ) ~7+ 
AO -4-^nn- 1 H — f 5^'/ [4.5-c] *y 

UVO.IOk (0.2 6 7s*>1) fcttMfc*f-l^6zIfc: 
SWU KU7^9ramt0.21d (2.67md1) * 

aiaaTuwifU:. racaHfrHETWBU set 10 
T^oo*A'Ar5ig»aju. e*t (Na.so«) 

*4**tf) ThUf-AP-hLTWJBWtTOU 1 
- -4-?ao-lH— f 
[4.5-c] *syy45wt( 0.1 64a»l) tSW 

a or**. 

[0080] I R (KBr)cr' : 3400. 295 
0. 1 670. 1 520. 1 360 20 
'H-NMR (CDCli) B (ppa) : 1.51 (2H. 
m) . 1.96 (2H.m) . 2.66 (2H.t. J»7. 
2fe) . 3.03 (2H.bs) . 4.53 (2H.t.J 
= 7.4Hz) .7.56 (lH.t. J = 7.4Hz) . 7.6 

0 UH.t.J = 7.5fe) . 7.97 (lH.s) . 8. 
02 (lH.d.J=6.4Hz) . 8.04 (lH.d.J- 
6.4Hz) 

[oo8i] (mmn) 

>-(4-7^/yf-M-iH- < f5^/r4.^- 

1- (4-7;y7 , f;U) -4-^DO-l H->f $^ 
V[4.5-c] #yU>40v(0.146Hol) fcW 

>*=T4«l*an£. 1 5 0-C«C*B»LTHMWPL 
fc. RJBStriSffTaHU «**4»**>*afflWU 

1 n h u ->A*»ao . 5 .i * mttz. was 

»J&WRUn^y-^*»^WSftLT. 1- (4-TS 
sr+fr) -iH— f s^y [4.5-c] 

4-.T5>-14«(0.0548-aI) *$fttft&fi£A 

(mp : 22 7-2 30. 5X: (4H»> ) tLT»fe. 40 

[0082] IR(KBr)or':3340. 318 
0. 1 650. 1 530. 1 400 
'H-NMR (DMSO-de) 9 (m) : 1.30 (2 
H.br) . 1.39 (2H.m) . 1.89 (2H. 
m) . 2.5 5 (2H.t. J = 6.8Hz) . 4.59(2 
H.t,J=7.0Hz) . 6.56 (2H.bs) . 7.26 
<lH.t.J=7.4Hz) . 7.44 (lH.t.J = 7. 
7Hz) . 7.62 (lH.d. J=8.0Hz) . 8.0 5 
(lH.d.J = 8.0Hz) . 8.19 (lH.s) » 
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[0083] (JOM18) 

4-^^^TSy-l- T4- (tot-rfc*^*. 

affairs y ) - 1 s**r r« 

1- [4- (tert-rMFi^AoK^TS./) 
A] S^V [4.5-c ] *y 

'J >7 On ( 0. 1 8 7wo\ ) C^A-T SV2«I *■ 
*£. 1 5 0T:t=fflRLT3«BB«?LJt. ttETOf! 

u ten (Natsoo «. * 

??7 4—tzttL. 7aa*)UA-jt?s—n, ( i 5 

0 : i»/v)*a«#cj;9. 4-^^vwsy-i 
- [4- ( text- r h * >-^/urfj^r s y ) r-f-A] 

-lH->f [4.5-c] *yyv7 9«f (0.1 

77md1) (mp : 1 51—1 53. 5X:) 

ft*. 

[0084] IR (KBr)cr' : 3380. 331 
0. 2930. 1680. 1595. 1540. 124 
5. 1160 

■H-NMR (CDC 1*) 8 (pp.) : 1.42 (9H. 
s) . 1.58 (2H.m) . 2.02 (2H.m) . 3. 
18 (2H.m) . 4.55 (2H. t. J =7.4Hz) . 
4.55 (lH.br) . 4.95 (2H.d.J=5.6H 
z) . 6.03 ( lH.t. J = 5. 6Hz) . 7.23-7. 
36 (4H.m) . 7.47 ( 2H. d. J =7. 6Bz) . 
7.51 ( lH.t. J=7.8Hz) . 7.75 (1H. 
s) . 7.90 (2H,d. J=8.0Hz) 
[0085] (Xft0U9) 

1 - (4-rgyr^A) -iH-^g-y/ r*. g- 

4-^>i?AT5y-l- [4- (tert-rh*^A- 

r*-A] -lH--fSr/[4.5- 
c]^/!)V6 7«g(0. 1 5 0aaoI) *4FBB5«lfc« 
J»U *t8<K/^^^-fl8R [2 0%] 0.15*fc 
2nj.2BBUmJ*afiL£. EJRSt^iU. *ETS* 

(6 : 3 : lv/v) JgffiB^J: 9SBtfltt>fHBS*ft. 
TA-#U*iILTffl<*£*TXL. l-(4-TSyr^- 
A) -lH->f =rV [4.5-c] VJ^-4-7 
S>14« (0.0548w>l) tfeftfifftfe LTf» 

[0086] (SgJtH20) 

1- T3- T T4- f^r-Tt-^K^r^) -1 -KX 
l4.5-c1#y>Jy-4-T?v tf > M 
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a) 7OOBW0.1 Og (1.1-oOfttfl- <3 
-TS/TOt?*) -1H — f5*V*[4.5-c]* 
yyy-4-TS.fO.24g (lari) *N.N-fX 
+,\,*H,J>T$ F 3 0.1CSSU 1 " 
T5 yroCA') - 3 -X+AoSrArtKiM 5 I s ' «I«B 
(EDCI ) 0.298 (1.5-al) *Jn£T*aTl 
*ffl*L*:. JBS»e**ini.. ?oo*;WAT IB. 
^DD*A>i-^^/-* ( 1 0 : 1 v/v) TSEMSaj 

us. «wit«a*ra»L. Wt ( N ai SO* ) 
&. «ffTO**«£LT. l- C3- C (^oor* 
+110 75^1 TOWH - 1 H-<f 5*"/ [4.5- 
c] *yy v-4-75V*>«£*aM:#fc. 

[00871 b) a)T»«lfcl-C3-[(^0 
D7 «f^) T£y] rnK/P] -1H-4 5^/ 

[4 , 5 _ c ] *j y y-4 -T5 V«B£***X* 
y-A-SltdSWU 4- (^^^^ 
y^V-SBHB 0.14s <0.4 7 2-ol> atflW* 
fth>J^48mg (0.5 6 6-aD 7* 

fcftU *oa*A*-.**/-*' (3 0 : 1-2 0 : 
lv/v)*ffl*4Hr*9. 1 - [3- [ [4- (^x 
- 1 -tT^'J yyTtt*] T5VJ T 

otr*] -lH-f 5rvt4.5-c]*yuv-4 

-TS>"2 0M (0.0364-ol) *8aJfe*iH«k 

*. 

10088] I R (KBr) ar« : 3320. 165 
0. 1525. 1070. 700 
iH-NMR (CDC la) 8 (PP«) : 1.70 (2H. 
m) . 1.86 (2H.m) . 2.19 (2H,m) . 2. 
27 (2H.t.J = 10.4Hz) . 2.74 (2H. 
m). 2.98(2H.s). 3. 3 9 ( 2H. q. J = 6. 
5Hz) . 3.45 (lH.m) . 4.54 (2H,t.J = 
7.0te> . 5.49 (lH.s) . 5.60 (2H.b 
s) . 7.21-7.36 (lOH.m) . 7.38 (1 
H.t.J=7.2Hz> . 7.51 (lH.t.J = 7.7H 
z) .'7.8 2 (lH.d.J = 8.2Hz) . 7.89 (1 
H.s) . 7.90 ( lH.d. J=8.0Hz) 
[0089] (SJ&K21) 

l - T3- (TomwTSy ) -rogjH -1H-4 5 

1- (3-TS^TOt:^) - 1 H-W 5*"/ [4.5 
-c ] dp/yy-4-T5V0.24g ( l—ol) fcN. 
N _s;y^^X.T£K3 0»lKaB«U. T^'JiHK 
7 5Ml (l-lool) &lf 1- O-^t^TS/T 
D^) -3-X***A*SM SK-fflKSO.29 
g ( 1 . 5mo1 ) *lBiSaT3 . SftfflflB* Ufc. »6 
jfifcL*fcini. ?nojfc/W»TlH. ^ooawkA-* 



^ ( 1 0 : lv/v) T4BHttBLfc. 
**Tft»U «* ( Nat SO« ) ft. «ETWI«r* 

«L ?DD*U-J<^>'-'K8 : lv/v) SHJS 
#C i 0 B WW***. WMtfHfcH^? ooiW-A 
rhyf »w-M/c«u i - [3- (T?y*7 
= y> rotr/w] -m-4 [4.5-c] 

yy-4-TS^0. 1 4 g (0.4 74—ol) fc«*ft 
»*(mp : 17 3-1 75X1) kU"C»fc. 

io mnemf-^oskT^mo-ctth. 

[0090] IR (KBr) cr» : 3330. 320 
0. 1630. 1525 

iH-NMR (CDC Is) 8 (w«) : 2-25 (2H. 
m) . 3.47 (2H.q.J=6.5Hi) . 4.61 (2 
H,t.J=7.0te) . 5.47 (2H.bs) . 5.7 
(lH.br). 5.71 (lH.d.J=10.4Hz) . 
6.09 (lH.dd.J=16.8. 10.4Rz). 6.3 

2 (lH.d.J = 16.8Bz) . 7.33 (lH.t.J = 
7.6Hz) . 7.53 (lH.t.J=7.8Hz) . 7.83 

20 (lH,d.J=8.4Hz) . 7.92 (lH.s) , 7.9 

3 (lH.d.J = 8.2Bz) 
[00911 (99t«22) 

i - r»- r h- u£zjt=&*±*&± =±=x* 

■i -;yTP/ « M «/i -rg j 1 -raKfrl - 1 h-4 ^ 
*r M 1 »y<JV-4-T5 Vg^g 

! - [ 3 - (T?y/»'T5y)ToeA'] -1H— f 5 
*V [4.5-c] ^/yy-4-T5>-0.12g 
(0.406m>1) $X*y-JH0BlCJSI*U 4- 
(j;7xi^h#i') e^y^ «W»0.1 3g 

30 (o.427«.oa^eaMcaw-hy^38«8(o. 

4 4 7«i)s»ii.. lftnawLfc. ****** 

o : iv/v) jsasswH^oaw****. 

x— r/Pf MJ * h LTjFTRL, 1- [3- 

[ [4- (j?7x^w) -i-wjy/ro 
/ty^A-] rs/irow -ih— fsrv[4. 

5 _ c ]^yyy-4-TS^7 5«( 0.133«» 
1) feaWtfeB* (m P : 178-182X2) kLT» 

40 tz. z.<r>\><nn**zmT-n±m<rm?)T:t>h. 

[0092] lR(KBr)cjr« : 3330. 320 
0. 1640. 1530. 1080. 700 
iH-NMR (CDC 1») 8 (pp«) : 1-6 1 (2H. 
m) . 1.84 (2H.m) . 2.13 (2H.m) . 2. 
20 (2H.m) . 2.38 ( 2H. t . J =6.0Bz) . 
2.54 (2H.t.J-6.0Hz) . 2.74 (2H. 
m) . 5.48 (lH.s) . 7.21-7.54 (11 
H.m) , 7.51 (lH.t.J = 7.7Hz) . 7.83 
(lH.d.J=8.4Hz) . 7.9 1 (lH.s) . 7.9 
50 4 (lH.d. J=8.4Hz) . 8.68 (lH.br) 
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[0093] (9BtM23> 

i - T4- (r^u^rsy) rw-iH->f 

'/r4.5-c1»yU>-4-T5>^tf 

i - - 1 H--f syy [4. 5- 

c] *yy>'-4-TS>'0.268 (1m!) s-n.n 
-^tWtA-ArS F3 0«HC»SL. T?yAM7 
5*1 (l.lBDD&tfl- o-s^f-Arsyrn 
tTA) - 3 -X*-A-;"/A-iKS^f 5 H • ttKtJBO . 2 9 ff 

( i . 5«oi ) «-iai*ar i wstfLfc. riesc* 

t-iDi. *DQ*A%*TlH?fc , C?OOJt;AA-.** 10 
V-A ( 1 0 : 1 v/v) T4EB4aSLfe. 
*Tifc*U «£» (NaiS04) ft. ifffiTj8«*S* 

L. ^no^A-A-pt^y— ^ (10: 1—8 : lv/ 

v)aai»»fe:J:9. l- [4- (r^UA'Tsy) r 
f-A] -ih-> f sry[4.5-c]*yy>-4- 

7SV90mg (0. 29 1 mmo 1 ) 
(mp : 17 6—178*0 t LX&tZ. Z.*H>M>to 

[0094] IR (KBr) cr> : 3320, 320 20 
0. 1 640. 1530 

1 H-NMR (CDClt) (pp.) : 1.65 (211. 
m) . 2.04 (2H.m) . 3.40 (2H.q. J = 6. 
7Hz) . 4.58 (2H.t. J=7.2Hz) . 5.50 
(2H.br). 5.52(lH,br), 5.65(1 
H.d,J = 10.2Hz).6.O3 (lH.dd.J = 16. 
8. 10.4Hz). 6.27 ( lH.d.J=17.0H 
z) . 7.33 (lH.t.J=7.6Hz) . 7.53(1 
H.t. J = 7.7Hz) . 7.8 3 ( lH.s) . 7.83 

(lH.d.J=8.6Hx) . 7.93 (lH.d.J = 8. 30 
4 Hz) 

[0095] (9HtM24) 

1- T4- T T4- (S?7 X Z^K*>/) -1-hV* 

i- [4- (7^u*7s/) r*-A] -l sr 

y [4.5-c] ^f>"J>'-4-r S V8 5«g (0.27 
5«ol) *x*y-A7«lK:»*U 4- (y*7i^ 

tr^ui'V- «ena88«g (o.2 88«*> 

I) &yga t» «) b'J»i>25w (0.302dO 40 

S-fflBU S*£ XA-S t*7i?n7h/77/ -4= 
ftLTi. ?no^A->fy-/K5o : iv/v) » 
ajft»-iC J: 0 Bf*>1tj***> s »HM*tti-T-AT h y 
■f\s.U-M,T* r ttU 1- [4- [ [4- (y'7i; 

7>A-] -iH-^*rV [4.5-c] *yyv-4 
~TS >4 8ag ( 0.0 83 2-ol ) Safe©* (m 
P : 1 74-1 7 6-C) t UT»fe. 

Wx-^fcterFoaio-c**. 50 
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[0096] IR (KBr)cr' : 3370. 310 
0. 2950. 1640. 1530. 1090. 75 
0. 705 

'H-NMR (CDClj) 8 (ppa) : 1.48-1.6 
3 (4H.m) . 1.7 7 (2H.m) . 2.0] (4H. 
■ ) . 2.30 (2H. t. J=6.0Hz) . 2.44 (2 
H.t.J-6.0Hz) .2.63 (2H.m) . 3.28 
(2H.q. J = 6.5Hz) . 3.37 (lH.m) . 4.5 
6 (2H. t. J = 7.2Hz) . 5.42(2H.bs) . 
5.47(lH.s). 7.21-7.35 (1 1H. 
m) . 7.51 ( 1 H. t. J=7.7Hz) . 7181 (1 
H.s). 7.82 ( 1 H.d. J=8.0ttz) . 7.92 
(lH.d. J-8.0H2) . 8.58(lH,br) 
[0097] («*3tW25) 

1 - T3- T T4- T U-»DD7, ^) 7r-A- 

CttAl -lH-^5r»rr4 .5- e 1»yuv-^ 

1- [3- (T^yATSV) TDtfA] -1 1 S 
^y[4.5-c]*y»J>'-4-rS>'50w(0.1 
6 9nol) So:*V-A-5.1««KU 4- [ (4-7 
nn7iz;H 7x— Ajtt-*^] t^jyy aaw 
6 0ms ( 0 . 1 7 8-ol ) U »>A 1 6a 

8(0.18 6-dI ) frftiT 1 BJnSKWSL*:. ^SBh 
«:«8Lfctt. »«£-S2tU »**TA57-j*/7A? 

( 4 0 : 1 v/v > SttJHttlCfc 0 BWftj5rflW>. 
3s«x— r-AThy-f-jLU-KLTWRL. 1 - [3- 
[ [4- [ (4-?nn7i-/H 7jc^M h*^] 
- 1 -^'Jy^o/V-f A] TSy] T-oKA] - 
1 H->f SrV [4.5-c] ^yyv-4-T5>'4 
0«g(0.0669«ol) feafe»5t5(mp : 17 0— 
1 72.5*0 b LX&tZ. Z^nffWHStb 1 ?—* 

[0098] I R (KBr)cri : 3320. 320 
0. 2940. 1640. 1 530. 1080 
'H-NMR (CDC Is) 8 (ppa) : 1.59 (2H. 
m) . 1.8 1 (2H.m) . 2. 1 3 ( 2H.m) . 2. 
20 (2H.m) . 2.37 ( 2H, i. J =6.0Hz) . 
2.54 (2H. t. J = 5.8Hz) . 2.72 (2H. 
m) . 3.3 7 (2H.q.J=6.4Hz) . 3.4 0 (1 
H.m) , 4.59 (2H. t. J = 7.0Hz) , 5.43 
( lH.s) . 5.4 5 (2H.bs) . 7.2 3-7.3 
4 (lOH.m) . 7. 51 ( 1 H. 1. J = 7.6Hz) . 
7.83 ( 1 H.d. J=8.4Uz) . 7.91 (1H. 
s) . 7.94 ( 1 H.d. J=8.4Hz) . 8.59 (1 
H.b r ) 

[0099] <SUfc#|26> 

1 - T3- ( 4 - ^nt-MUr? />f ;UTg y ) Tntf 

AJ -lH-fay/r/i.-i -cU.y'jy-a-T 
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i - o-rsyrotriu) - 1 h-w s^v [4.5 

-c] */»Ji'-4-TS>'0.24* ( laol) *N. 
N - i/>f-***.i>T 5 K 3 OaJWBSU 4-^do 
BKTO.l lal (l.lwl)ftVl- 

o.29g ( 1 .5wod ztatsariBtmLte. r 
»«:<fe<a*rat#L. ce» < Nat so* ) a. *et* 

hLTSTXU 1 - T3- (4-?oo^y-r *r 
sy)rat*]-iH-r$r/f4.5-c]*y 

UV-4-T5>-30«g (0.0867«ol) fcSSBfe 

[01001 IR(KBr)a-':3330. 320 
O. 1 650. 1 530 

'H-NMR (DMSO-ds) * (pp«) : 1.91-2. 
04 (4H,m) . 2.26 ( 2H. t . J = 7.4Hz) , 
3.12 (2H.q.J = 6.2te). 3.64 (2H.t, 20 
J=6.6Hz) . 4.59 (2H.t, J = 6.8Hz) . 6. 
58<2H.br). 7.26 (1H. t.J = 7.4H 
z) . 7.4 5 (1 H.t.J = 7.8Hz) . 7.62 (1 
H.d. J=8.0Hz) . 8.0 3 ( lH.d. J = 7.6H 
z) . 8.05 (1 H.b r) . 8.2 0 ( 1 H. s ) 
[0101] (3BSH27) 

l- T3 - r T4- (=;- 7 3 i -ji,xh*>s) - 1 - e^ 
uyvr»y>f^i t; >m man -ih--< 
v r4.q-<-i *y»j y-4 -Tg>r>a-tf 

1 - [3- (4-^00*^^^*75/) 7DK 30 
AO -1H- fSrV[4.5-c] */'J V-4-T 
5>-2 5«g (0.0722-oD . 4- (y'7x^ 

h*^) e*?yy>.ffliaa4 4«g(o.i4 4-oi) 

2lVl»!lb*y»>^4 0Bg (0.289wi) tN,N-i; 
-y ^ 75 H3«l4rC. 1 0 0*CC1BBRLT8^ 
ISHKffLfc. RJ5jK(c*«rJni, ^oa**AT2EH4 
JUL, 8& (Na 2 SO t ) *EETSttS-S£L*:. 
H»!:7*St*7A^n7f<^7^-t:ttL. ?o 
ojfr/UA-*^/— * (150: 1—70 : lv/v) jg 

f-iU-FLT, 1- [3- [ [4- (iS7x.=Jt,jth 

*•] ~lH->f *^V[4.5-c] #yyv-4-T 
5*1 5« (0.0 26 0»ol) t-afe»* (mp : 1 
58-1 6 2.5-C) tLmtz. Z<ni>0X7>*>iem 

C0102] I R (KBr)a-i : 3200, 164 
0. 1 530. 1 070. 700 
'H-NMR (CDC 1 s) 9 (pp.) : 1.62 (2H. 
m) . 1.77 (4H.m) . 2. 1 0 (2H.m) . 2. 50 
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1 9 (2H.m) . 2.29 (2H. t. J -7.0Hz) . 
2.34 (2H. t. J-6.4HZ) . 2.69 (2H. 
m) . 3.35 (2H.q.J=6.5Hz) . 3.40 (1 
H.m) ; 4.58 (2H.t.J = 7.0Hz) , 5.45 
(2H.bs). 5.47(lH.s). 7.19-7.3 
4 (1 lH.m) .7.51 (1 H.t. J=7.7Hz) . 
7.82 (lH.t.J-8.4Hz) . 7.92UH. 
s) . 7.93 (lH,d,J=8.2Hz) 
(0103] (3tEfcW28) 

1- T3- (5-^oo/t^>>»y^*-rg j\ tpp 
l- o-rsyme*) -ih— r srv[4.5 

-c] */U>'-4-7*S>'0.3 2g (1.33»1) 
fcN.N-*oCf.*jfc*a»T5F4 0«lfc:S8U 5- 
^OOarmiBO.l 5al ( 1 .4 6nol ) R.t/1 - (3- 
^f*75V7De*) -3-X*-AoO*2jr^V s K 

•a«aao.38g ( 1.99ml) itatmaTimm, 

Dn**i>-^^/-* (10: lv/v) T2EH*ajU 
fc. *««t«WCTat»L. Vm (Na:SO«)tt. 

M/CWRU 1- [3- (S-^ooA^^y-f* 
TS/) 7oe*]-lHHSfy[4,5-c]* 
/'JV-4-7SV0.1 6g (0.445no!) 

[0104] IR(KBr)cri:34 7 0 . 3 2 9 
0. 1650. 1525. 1395 
•H-NMR (DMSO-do) * (pp.) : 1.62 (2 
H.m) . 1.70 (2H.m) . 2.00 (2H.t.J = 
7.0Hz) . 2.12 (2H.t.J = 7.4Hz) , 3.12 
(2H.q.J = 6.3Hz) . 3.62 (2H.t. J = 6. 
2Hz) .4.59 (2H.t.J = 6.9Hz) . 6.6 1 
(2H.bs) . 7.2 6 ( lH.t. J = 7.6Hz) . 7. 
45 ( lH.t. J = 7.8Hz) . 7.63 (lH.d.J = 
8.4Hz) . 7.98 (lH.br) . 8.04 (lH.d. 
J=8.2Hz) . 8.2 1 ( 1 H.s) 
[0105] (K36M29) 

1 ~ r 3 - T T4 - (v 7i^Xhify) -i -gg 
'^'^ /I 70^1 - 1 H-^< j= 

1 - C3- ( 5-?OQ(K^/>f*7sy) Toe 
*-] -lH-> f5rV[4.5-c]^>'«/v-4-T 
^50w (0. 1 3 9nol) . 4- (y7iZ|M V 
- tiBft&4 2-g ( 0. 1 3 9mo\ ) & 
VSaWy>A5 8u (0.4 1 7«»l) »N,N-y^ 
*/Hfc/W»TS F3zl«*»T\ 1 0 0"Cfc:3lSfcLT7«HS! 

«a*T*5-r*5A^o-7h^97-f-fc:f+L. 
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10 



2D 



^DOjfciUk-* 9 J— /U (100:1—70:1*/ 
v) SfflBttKJ: 0BWttSr«*>, »«ff£{*x~r* 
TMJ*.*U-l«LTiraU 1- [3- [ [4- (^ 

7i-^h^) - 1 -*:*tvs/>'*ty*s4A>] r 
sy] rot/p] -1H-- f srv[4.5-c]*y 

-T5^2 0«g (0.0338»l) 
*(inp : 1 52-1 54T:) i: LT»Jfc. ZnhMi 

[0 1 06 J IR (KBr)a-i : 3 3 30. 3 20 

0. 2940, 1640. 1530. 1070. 700 
•H-NMR (CDC Is) 8 (pp.) : 1.50 (2H. 
m) . 1.64 (2H..).1.69 (2H.m) . 1.84 

(2H.m) . 2.08 (2H.m) . 2.19 (2H. 
m) , 2.20 (2H.t. J = 7.4Hz) . 2.30 (2 
H.t, J=7.2Hz) . 2.70 (2H.m). 3.36 

(2H.q. J=6.5Hz) .3.41 (lH.m) .4.5 
7 (2H.t. J = 7.0Hz) . 5.45(2H.bs). 
5.49 (lH.s) . 5.94 (lH.t.J=5.8H 
z) . 7.21-7.37 (1 lH.m) . 7.52 ( 1 H. 
t.J = 7.7Hz) . 7.83 (lH,d.J=8.4Hz) . 
7.9 0 ( 1 H.s ) . 7.9 2 < 1 H.d. J = 8.4Hz) 
[0107] ($«tH30) 
1- 13- (6-7n^*»y>f/L,T;yi Tnf 

^3-lH-^^r4.^-r 1»y.J>-4-T 

1- (.3-T$SyntZJl>) -lHM SrV [4.5 
-c] *>"J>'-4-T5>'0.248 ( M) *N. 
N-^.**A^/W»7 > 5K3 0.1i=»SU 6-ro* 
*TD>«0.21g ( l.laoD&tlci - (3-So< 

f^rs/roe^) -3-xf-^^-n^v s h • « 
i«ao.29g (i.5»i) tiBi. sanwwpL 

fc. R«HSt:fta*S-iniHW6x^T2B»ajL\ e 
«t (NaiSOi) fc % MBEF1M*«&lfc. 8it*x 
— r^feC^erhUf-jL^— hl/crftL 1 - [3 

- <6-ro*'MMryM/w7 > $y) me*] - 1 h 

— fS5^/[4.5-c] VJf-4-7S/'5 0ig 
(0.12 0-ol ) SRSfeRjfcfc LT»fc. £<0iO 

[0.1 08 J IR(KBr>cr':3330. 320 
0. 1 540. 1 540. 1 395 
•H-NMR (DMSO-ds) * (pp.) : 1.36 (2 
H.m) , 1.52(2H.m). 1.70 (2H,m). 
2.O0(2H.m). 2. 1 0 (2H.t. J = 7.0H 
z) . 3.11 (2H.m) . 3.60 (2H.t.J = 6. «- 

y^yt/^^u-h (sp-2 0) 
sy^f-^M-f ymt* (ipm) 
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*8lb) . 4.59 (2H.t.J-7.0lb) . 6.56 
(2H.bs) . 7.25 (lH.t.J-7.4te) . 7. 
44 (lH.t.J=7.4Hz) .7.62 (lH.d.J = 
7.8te) . 7.95 (lH.br) . 8.03 (1 H.d. 
J=7.4lte) . 8.20 ( lH.s) 
[0109] (35*0131) 

1 - T3- T r 4- f^ ^-jt,*^^) - 1 -e^< 
U^V^»-»-y^*l T? y) TDl-itl -1 h-^ a 
yvr4.5-c1*yti^ -4-7»gv^ B g 
1- [3- ( 6 - 7o*z^VS4ll>T S X ) rTotT 

jul -1H- f srv[4.5-c]*yy>-4-r 

5V4 5«g(0.108»l) . 4- (y'7iZ;M h 
*v-) KlViSy -m&eSmg (0.21 5ra»l)& 
tf*lfcfri/*A59.g (0.430m »1) *N.N-S^ 
fWsA'ATS K3«l«p, 1 0 0rt=aiS»LT8*HMI 
ffUfc. RiK*C*i-JDi^DD*^T2Httast. 
»a» (NatSOi) &. *BET»tt«-S*t,fc. 

A-^^-*(150 : 1—7 0 : lv/v) SffiBfl- 
<=J:»)B«****>. JWI«*«x-^TM)f-*u 
-HLTiFEU 1 - [3- [ [4- 

-1 -e^y^w^y-fyp] rsv] me 
AO -m-« fs^y [4.5-c] */y^-4-r 

Sf28«« (0. 04 6 2»ol) *«*fe»3ft (rap : 
151-15 5-C) LTfffe. .T«>t><0*>##9Wr 

[0110] IR (KBr)cr 1 : 3330. 294 
0. 1630. 1540. 1070. 700 
•H-NMR (CDC Is) 8 (pp.) : 1.3 1 (2H. 
m) . 1.48 (2H.m). 1.63 (2H. in). 1. 
70 (2H.m) . 1.86 (2H.m) . 2.07 (2 
H.m). 2.17 (2H.t.J = 7.6Hz), 2.20 
(2H.m). 2.27 (2H.t.J = 7.6te) . 2.7 
1 (2H.ra) . 3.37 (2H.q. J = 6. 5Hz) . 3. 
42 (lH.m) . 4.57 ( 2 H, t . J =6. 8Hz) . 
5.45(2H.bs). 5.50(lH.s). 5.62 
( 1 H.t. J=6.0Hz) . 7.21-7.37 (1 1 H. 
m) . 7.53 ( lH.t. J=7.7Hz) . 7.8 3 (1 
H.d.J = 8.4lb) . 7.90 ( 1 H. s ) . 7.93 
( lH.d. J = 8.2Hz) 
[0111] <5B«W32) 



40 



0.2s 
2.0g 
0.4s 
7.48 
1 O.Og 



[oi 12] soticciBttUty/Pb'^vqEy^u-asoajh (sp-20) 2gc*#5Hfc£%o.2g*in;tiH 
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M) 0.4 gfcfcifcl*. fflCHBSW* <80r> UT 
fc^ifcEJfe , 7«: , .J>'7.4g«:;l)0;t. «H?L ) 5:#*>ffiB 

[01 1 31 (tt*Ml) 
5#*K*ft*>{fi£ 

8 O'CCinJRLfc'f VX*T S C3HB^F4 9 
8 8 8 1 5 KXttnymV-^ALti^ S H 0 . 5 S 
fclniJWWWWL.A:. £*tfc. JnJ**lK (8 01C) LT 
ij^aft^-fe'J^l 9.5gSri0i. «*L*A*fcS 10 

[0114] (lt««2) 

0. 1 2%U J't'o^VKW (^*V*WS) **<04 
[01151 <?«iH33> [0120] (! 

<i ) ifflt&ffi 

«ca3 0 0-6 0 0gOlttt. Hart I ey*EJ« 

Ishl U (Naunyn-Schaiedeberg's An*. Phansco 
1., 332.219-223. 1986) tzX 

tcJR0»v^«. ft#|^C*r>-Cft2~3-rf>«* ,l » 
tf-fcWOSlU *^*^2ft^£»«8aWc«:rt*l- 
fc. »*«3 7X:^UnaL^SK«« (Kn±s bicarbonat 
e»:NaCl 118.1*. CaCli 2.5*. K 
H1PO4 1.2*. KCI4.6IK, MgSOt 1.0 30 
A NaHCOi 2 5*. glucose 11.1*. P 
H : 7.6 5 ) ZmtlLtil OalV^XSS+CSS 
U 9 5%Ot. 5%COt0>&&XXt:m5a,Ltz. H* 

yxfa-t- (NEC Son-el. Type 45196A) RVM 
mfiTV? (NEC San-ei.Type 1236) OtlX'f V 
?BU?1-a-y— (RIKADENKi R-50) ±CIfi»Lfc. 
[0116] Gi*U 1 EHS3 incubation LT*>f> tX7 
$>•'( 1 0"»M) *S5-l.T«MRJS«r»*:. 

[0117] t-*?s>:zftiifflu^y«HS*c. 45 

=¥*K (\-4V7+fr-\n-4 5*"/ [4.5- 

KSf* (DMSO<r>-?^jr^Sf»*T<o**liaflOiO. 
1%) Lfc. 

[0118] (2) t&ft 

^Hcrh««S<0t^ = VttfflJr5 0%WSW-6« 50 



IHfc£ft*>»« ( I C»o«) triSLTAftlC^f. 296 
H22. 24. 27. 2 9*1/3 l«XI:£*rt*5*7*>' 

[0 1 19] 
[*11 

El 



ttftft** 


ttk^SWM (I Cm) 


-f 5 +* F 


>10'*M 


Ui>7a>l: F5 i > 


l.Bx 10**11 


XMM2 2 


8. 4X10*'M 


*JtM2 4 


4.0xlO'M 


«M*2 7 


1. »x l 0"M 


SftM2 9 


3. 4x1 CM 


SWW31 


2. 2X1 0* f M 



134) 



( l)VM%& 

<*) 2 0«AL15SIfflo»(OWakO«t!g«^«L 

fc. 

[ 0 1 2 1 1 ©^-lara^ws 

0 . 9SMMfc+ h 'J *.M<**2 OalC^t s7tf 
— ( Derwatoptagoidcspt a ' cny a a i nus : international B 
iologicals.lne.;Lot.No.l467?) 1 g&tillL* 3 0«l 
<r>Ai*i?+4 r-«=»L. *»T. 4000—45 

0 On»T** S*M *L.fc («a»HT"C**^^ * 

-)->f>CLfc) . **i^4XL**»S:5 0Bl*>5WWf 
«FU SS-C3 5 0 0n>«T5*»ffiB«:tTV>. ±S«: 

immkX£&i>t: (»aA) . 2erar)3E 

•TCfcCioT. SRRB. *«CSr#Jt. »«* (RO 
*) TH-H-iSfejf L^a»f« (H3fc«Sitt*) : Seamless C 
ellulose Tubinng) t£. JSSA. B. C t*it'e r *l^A 
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Title compds. I (X = H, halo; m = 1-9; n = 2-12), which show eosinophil 
infiltration inhibition and antihistamine activity, are prepd. Eight 
types of intermediates for I are also claimed. An EtOH soln. contg 0 12 
g l-[3-(acrylamino)propyl]-lH-inudazo[4,5-cJquinoline-4-amine (prepn. 
given), 0.13 g 4- (diphenylmethoxy)piperidine.HCl , and NaHC03 was refluxed 
overnight to give 75mgl (X = H, m = 2, n = 3) , which in vitro inhibited 
nistamine-induced contraction of tracheal muscle of guinea pig with IC50 
of 3.4 .times. 10-7 M, vs. 1.5 .times. 10-7 M, for diphenhydramine . HC1 . 
An ointment contg. I was formulated. 
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